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(57) Abstract: Immediate release medicinal compositions 
for oral use containing as the active ingredient calcium salt 
of a benzylsuccinic acid derivative represented by formula 
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v^=>^?mmmfc at¥% = (2 s) - 2-^:^-3- 

L-C#ffl*ft£*£ LTfcl?>*X-CV^ (WW ¥4 - 3 5 6 4 5 9 

(sua) s±, *»»a*-?£i»HiJi*a»j&»9. L^h^mtm 
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*3»J*££ -fSHttfl 3-6 RV&nm 2-9 Ett«#«tt»l<0»ttHt4:* Lfc 
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mfflX'fozi)'i'tf*'>* : 3-^*f- ; ?i-hV'?j*, isg&gt KD+^otf* 

^^l?g^ffl^fc^mi<l^{-i3^rK^5l^itm^^^»^i§m^»oH, & 
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<d, ^^X'h^^aU^ (i) •?*«!n5'<>^i'3'^il»f*o*^;>!5' 

laic (i) ^%£ft%^>i/j\<^^?mmm*(D*^*sV^b&&%\k*iF& 

10 t><D-?$>5-. 

#fclR!6£ft*v^ ®{£iJ£ft:> Lt 0. 5 ~ 5 fi*%eKE«-f ntf*5J"C*> 
5 = 

ft, W*.»f, mH£H-CV^gr>:9'T/W7:rft:x>^> [PCS (Sftffilf)] £ 
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S&J&ftl<b LTJi, 0*Jx.fi\ U B B B ir/UD-^^i*(D-tr/Up-^SfcJi-feyi'D-^ 
&£-#Ji L"Cii, t Kndr->7"n tvHr/Un-X s 

20 y^f7y^gy;n:'^, ^yA/i'if >SV/nf^>, =z J y 7 y 

^yy^^-K ^^f7U>i^!Jt!)> % y 7 y ^gfcg^ h y 7 

rtin^ji: L-r;*, (JiJx.tt\ x^Ty>S£, ^f7!)>^^^, *x7y 

> & -7 / * -> 7 A , * ;U ? & f & ^ I f 5 Z > 3 > -? § 5 » 

= —7^ >?mk LXlt. P'J/L;i\ bh*c^->/Pt'/Mf^t/i'n-^2 9 
1 0. J T J\s*/l,* #T ? y h=3^y-v-E, #y t'n/UT-fe:^-^^ 

ifyw7?;7tf-h, 7 =r=f— /i/6 o o o , mik?-? >tek'*:mf 5 - 1 
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60 0 04>'S:i(f5;i:^-C'$5 a 
10 #%0U 

' 5. Orag 

gi|t*D-^ 2 7. 5mg 

fLUr 2 8. 7 m g 

Jx tp^ a n ~>t j >7 p > 10. Omg 

15 fiK&ftl: Kn*^B b'/U-feyUn — ;* 3. Omg 

^f7'j^^->!)i 0. 8mg 

It) 7 5 . 0 m g 

iries: (i) o^<>^=^^tt«»*o*^i''>A<l©i:*ftlfc (±f£) 7 

5. OgKigIt/l'n-^4 12. 5g,?Lfit4 3 0: 5 g, ^^"^f^ 
20 y>l 50. Og, GKftSt Kn*^nt/Ut^D-^ (M^S : L-HP 
C/LH-11, «ttfc3*I*t**£tt»> 4 5. Og&^f7y>»*^/ 
!>A12. Og^Ltft. :n^eS6mm, 5RWMffll^7 0 0 k g 

25 ##0*J 2 

£fl 2 2. Omg 

fLU 5 6 . 0 m g 

h!)*D3i'f>7'> 24. Omg 

S^-fc^a — 13. 2mg 



WO 00/71 117 PCT/JP99/02669 



■JjiVj-u — 7. 8. Omg 

t Kp 3r \/~fu t'sU-tsUa — 7. 2. 4mg 

^f7U>S*^>^^ 1- 2mg 

It) 1 2 6 . 8 m g 
5 iifflSi*: (I) <0'<>^=«^^»S63}t*©*-'i'->^-^<ft©ri*fnte 2. 
2g!d?Ui5. 6g, F7 i fn3-/fy7*y2. 4g, (Sfit^n-^l. 32 
8 RUM** d — ^ : NS- 3 0 0 (SMI), 5E&|gp D pl3l&5££ 

$4 g (t KD*->7*nt>t^c-^H":0. 2 4g) SrSsAP L -C?Li*T# 
10 JttttrtTV\ 3 0^'//a (5 0 0 Mm) £rFfcfcSJ:3te 

3-§>&6<fc 3 !;ia L , lil^aiTmm, 9. 5 R (OfiF&ffl V ^ 5 0 0 k g O 
15 ##0!l3 



20 





2 2. 


Omg 




5 6. 


Omg 




24. 


Omg 




1 3. 


2 m g 




8. 


Omg 




2. 


4 m g 




1 . 


2 m g 


(3- If) 


12 6. 


8 m g 



mrie^ (i) <D^>^/U3^^jgfto#;i''>?^&<o-7kfnt> (±H) 2. 

25 2 g!;?ltS5. 6g, |>7 : fn3->7 ; >7'>2. 4g, 32 

*<D6Sft%tf>7ki£?i£4 g (t Kn^->/nt'/Ut/H3-7HtO. 2 4g) 
«T««lL-C?L«:-?*l«jtttSrftVv «ft«tt?ft«tt. 3 0;< (5 0 0 ,/ 
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t>J»frO. 9 5%tOl£^ffi>#5,fc 9 [CL^U dnSrffiS " mm, 9. 5R(D 



5 ##0H 





2 2. 


0 m g 




5 6. 


Omg 




2 4 . 


0 m g 




1 3. 


2 m g 




8 . 


0 m g 


t Ko Vfu f/Hr/un — 


2. 


4 m g 




1 . 


2 m g 


It) 


1 2 6. 


8 m g 



aftta^ (i) <D'<>i;/\s='^?mffimfc<n*^i">^&<7>-fcfa%>) &m) 2. 

15 2g|r?LH5. 6 g> ^*D3->f>^2. 4g,8flt*D-^l. 32 
g&tfl&g&gt KD*'/7*D^t*D-^ (jSjp°n£ : L-HPC/HL-1 
1, ffiaffc^IfSttSt^ttK) 0. 8gS:8^Lfcft, tKB*^ntf/ut* 
D-^CO 6£ft%OTk?§?S4 g (t Kn^v'7n t"/H?/U □ > LtO. 24 
g) **toL-CfL#-C«#i6ttfcm\ Wft*«-C«fll». 3 0^y>a (5 0 

20 Odm) «Tt*5«t 5Jr»tt'L*r3Stt*<r1»fc. r (Oigti^ir^^T y 

/u->^^^o. 9 5%(Dffi^-4ir/«e5i: •>:r?l^-L, ^ixSriSS/mm, 9. 5 
Rtf>#£fflV*5 0 0 k g (OJE*?JDJE^L-r±Ea*<Ofi#J*«3lU3t s 



##0iJ 5 

25 £.m 2 2 . 0 m g 

fLJf 5 6. 0 m g 

^ 3->-r >7°> 24. Omg 

T«^ir;un — x 13. 2 mg 

ISIl&Jgt Ko df->7 s n t'/Hr/un — * 8. Omg 
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t Kodf ->7""n t'/l/t/Un- 2. 4mg 

(£• If) 1 2 6 . 8 m g 

5 2g!£?LUf5. 6g, ^tnn->7 ; y^2. 4g, g^n-M. 32 
g&tflSg&g t (i§}no£ : L-HPC/HL-2 

2, {f&ffc^Illtfc^fiM) 0. Sg^I^Ltf, t Ko^->/ot>t/U 
D-^(D6S*%cOTK?§rK4 g (t Kn^-y/nt'/ut^n-xtLtO. 2 4 
g) £8s*0L-C?L#-C'f£# 5tfuSr'fft/\ t«8lt«-C«^. 3 0^r^ (5 0 

io m) art^si •> izmftLLx'&umzntz-. z^mw-m^^r^^miJ^ 

'>$J»frO. 9 5%<D%i-&mkteZ+. ') IwiS^U, Zil&ilSTmm, 9. 5R 
tf)#£fflV^5 0 0 k gcOJE^-C'*P/±jS^L-r±feM<Oi?^J*r^^Lfc„ 

15 ±| 2 2. Omg 

?L$S 56. Omg 

?-=E-o =i v'x >;/> 24. Omg 

^ B ^ir/wn — ^ 13. 2 m g 

^^7^7 7 fk-7 ; >7 a > 8. Omg 

20 t Ka^r->7°n tVHr/UP — X 2. 4mg 

^f7 ]) >®jJ fUZ/*? £. 1. 2mg 

ft) 1 2 6 . 8 m g 

stiEsc ( i ) o^>i?*=>^?mm&fc<D*^i<''>j*t&<D-fcfQ®! (z.m) 2. 

2 g ;;|LtS5. 6 g> h^D3>'f>^2. 4g, glt^o-^l. 32 

25 g, ttftT/uyritT^r^ ■■ pcs (&mffim, ifkfiSiitt^^ 

tt§S) 0. 8g, t Yn^-y-fu e/Hr/L-n — x 0 . 2 4 g S.u J X v'T !) 
yue/^AO. 12g ^LfcI« -itariSSTmm, 9. 5Rc7}tt&ffl^5 0 
0 k g<0)E^-r-iDQE^^L-:Jifemi55c^^i)'>$!iitLfr 0 
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2 2 . 


0 m g 




5 6. 


0 m g 




2 4. 


0 m g 




1 3. 


2 mg 




8. 


0 m g 




2. 


4 m g 




1 . 


2 m g 


<* It) 


12 6. 


8 m g 



10 iffJfS5£ (I) <D^<> i?A'=i'>9&t1fi&#<OjJA'i''!7J»&to — fcfaVl 2. 
2g{CfL^5. 6 gl h ^^E-n =• ->7 ; >7'> 2. 4 g , gfi-fc/Un — * 1 . 32 

ta«ft^X**iC#-tt|!) 0. 8g, fc Kn#^ntr/Hs*o-*0. 2 4g 



ins 


2 2. 


0 tn g 


?Lif 


5 6. 


0 m g 




2 4. 
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1 3 . 


2 m g 




8 . 


0 m g 




2. 


4 m g 




1 . 


2 m g 


It) 


12 6. 


8 m g 



2giwlL«l5. 6g, h^D3i'f^2. 4g, g|t^a-^l. 32 
g. {£Mifeltt Kn*->7a fc'/Hr;ua-x (jg D D D £ : L-HPC/LH- 1 1, 
mSfc^XH^^t±M) 0. 8 gl t Kn^->/D tf/Hr/Wo-*0. 24g 
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5ROtt^ffl^5 0 0 k g©ffi*^ADfiEJ*»L^±E»B6«>fi#JS:ttttLfc. 



##)9 
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0 m g 




5 6 . 


0 m g 




2 4. 


0 m g 




1 3. 


2 mg 




8. 


0 m g 




2. 


4 m g 




1 . 


2 mg 


It) 


12 6. 


8 m g 



2gi3?L*S5. 6g, Y^^u^^y'y-fy 2. 4g, 8fit*o-^l. 32 
15 g, iSSt&Jtt Kn^v/^D^Pt/Uo-^ (j§jp B n£ :L-HPC/LH-22, 
SaikfUft^^aK) 0. 8g, tKn^i//ot>t^n-^0. 24g 
joit^^xTy ^K*^->^0. 12g&S£-L£f&> -tl^ilfl7mm, 9.- 
5R<£>tt$rffll^5 0 0 k g©ffi^j-?A0JE«JKL"r±EiafiJtOfi»IS:iSiSLt o 

20 gftffll 





5 . 


0 m g 




2 7. 


5 m g 




2 7 . 


9 m g 




1 0. 


Orag 




3 . 


0 m g 




0. 


8 m g 




0. 


8 m g 


it) 


7 5. 


0 mg 
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0. 0 g il^al-fe^a — * 2 7 5 . 0 g, ILI2 7 9. Og, h n n 'y=f^ 
/>10 0. Og, (EIMt Kn^^ynt'/Ut^D-^ :L -HP 

C/LH-11, ffi|*{L«3g1*sC£f±§!l) 3 0. Og, XtT^I*/^ 
A 8. 0 g&u<@1C*S*W6£ (ffi&& :T YVV (SftjSMS) 10 1, 7 

^JS0iJ2 







5. 


0 m g 


10 




2 7 . 


5 m g 






2 7 . 


3 m g 




|~ l)tO 3 "> "T > 7° > 


10. 


0 m g 






3. 


0 m g 






0. 


8 m g 


15 




1 . 


4 m g 




(a" It) 


7 5. 


0 m g 



0. 0 glcjSft-fe/un — * 2 7 5. Og, ILSI2 7 3. Og, h^naVfi' 
/>100. Og, ISgift^t Kn^-^c fc"/H?7Un-* (jgj 0 " 0 £ : L - H P 
20 C/LH-11, fg«fk^I*»^tt»l) 3 0. Og, 

A8. 0 gfcitf&WSTk-Wgg (i D U:7KVy^- (lilg) 10 1, 
7U>f> hg£»5££1±$i) 14. Og&iI£L£&, CiX&ia«6 mm, 5R 
<Dft%m^fifemX'$)7 0 0 k gtOffi*-?ADEE«^LT±E«B8«?fi?W**!itL 

25 



2 2. 0 m g 
5 6. 0 m g 
2 4. 0 m g 
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JSa^-fe/Un — * 13. 2mg 

UftT^yr 8. Omg 

b Ka + v'T'afc'/i't^n-^ 2. 4mg 

^f7!)>8A/l'v">i» 1- 2mg 

5 (& if) 1 2 6. 8mg 

mJlEi*: (I) 0>'O ^/Uiay>.>fiEK#*W*/l'->^i»ffiO~*ftft (±1&) 2. 
2gKl5LJt5. 6g, F') ; tn3->f>7 , >2. 4 6> ilt^n-xi. 32 
gSt>*95^T/U7 7ft:r>7'> (j^p°D^ : PCS (Sftffiffi), Jia(kfiScXm^^ 
0. 8 g Lfclt* t KnJr->7nk>t/Un-^d6lI%0* 

10 |§i4g (t Kn *r-yfu t'/Ut /un-^ t LtO. 2 4g) 3r*{sflQ L"C?llfc"C 
Jft#it1££m\ fl»ft«M»-?ft»gL 3 0^r>a (5 0 0 ^m) ei-Tt45J: 
•5{cgf5L-Cit^^1#feo roif^ir^xT U J*&0 . 95% 

<&Eaa:ifcS«fc3fc:S£'U :7l*fiS"mm, 9. 5R©tt«rffl^5O0k 

15 

±|g . 2 2 . 0 m g 

?Lfl£ 6 0. 7 m g 

h^n = yr>7> 26. Omg 

20 ^Siryun — 7. 13. 2 m g 

«Ka«*^» I- 3 mg 

t Kn*i'7'at>t^n-^ 2. 4mg 

^f7|l>8*^>!?A 1. 2mg 

(•^ It) 1 2 6 . 8 m g 

25 Billet (1) 00-O^^n/N^^^?gf$(077/U->^AJfi(Dr7}<fP^ 2. 
2gJrfLt£6. 07g, ^ ; fC3->f>7>2. 6g, gSt/l'D-^l. 3 

2 g&oM2fc«7k-7-f is* (i8jp n p£ : r kv n (gmmm) 101, 7d^ 

h£*l*Sfc£H:l!l) 0. 1 3 g*H&3-L/i&. tKP*->/ct>t/un-^ffl 
6fil:%c07Ki§ii$4 g ( t K n 3f -> "7 s n fyu-ir /u p-xt LtO. 2 4g) £8s 
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J!WLTa#"C*#i8t*fc&fT^, 3 0/r>a ( 5 0 0 m m) 

ffl^50 0 kg cD/E^-C'ADE(5£^LT±f£mB5cOM?riJ5rMitLfc 3 





2 2. 


0 m g 




5 4. 


7 m g 




2 4. 


0 m g 




1 3. 


2 m g 




8. 


0 m g 


I* 


1 . 


3 mg 




2. 


4 m g 




1 . 


2 m g 


ft) 


12 6. 


8 m g 



ftulEit (I) (O^-yy^^^^m^Mit^iJ^^^ ^tn—ikfafy} &M) 2. 
2g{Z%m5. 47g, h^^-n=3->-f >7°>2. 4g, ^ a 1 . 3 

2 gl sc^t/w^t fLx>^> (jS D o D^ : pes mmffim), m\t^.xmw^. 

£tt£) 0. 8 gfcct^iE^te^-7-^SS (iSn D niS:7KV^- (SiiiSiJf) 1 
20 0 1, 7U4> hMH^^thl!!) 0. 1 3 g&?I3-Lfcf^ tFa^f 
/Hr/i'n-xc0 6Sft%c07krgiS4 g (t Kn^->/D fVHr/ua — * £: LTO. 

2 4 g) ^^nL-r?L^-c*tu$^m^'fri\ m$L®m-?$tm'&. 3o^r>M5 

0 0*/m) J^T>#<5J: 9:c^^L-Tit^*:t#fc 0 :©»!:^f7y>i 
jj/U~>>yj»tfO . 9 5%(DE^iWi;5J:-):^n L, mSritfl 7 mm, 9. 
25 5 R<Dtf &ffl^5 0 0 k g (DE^-?APE(«^ LT±teffif£<Ofic#J&MiiL t. 



*tt«6 
ill 
ILSt 



2 2. 0 m g 
5 6. 9 m g 
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2 4. 4 m g 



14. 0 m g 



9 . 0 m g 



2 . 5 m g 



5 



1 . 2 mg 



13 0. 0 m g 



2 0 g!l|L^5 6 9 g, h^D3->f^244 g, Hfi-fe/na -* 1 4 0 
gS.ch , a5^-T^7 7fbx>7°> (i&i&g : PCS (fiftffii), MitoSl*** 
10 #t±§S) 9 0 g £j££-L*:$> t Kn^->ynf;Ut;uo-^©6lt%©*® 
fj|4 16. 7g (t Ko^>'7'0^tyVP-7H'C2 5g) SrSSJJDLTJBijI 

yuv-^A^o. 9 2%toffi-g-l:2r^5 i ) i-rS-g-L, HtlSritt^ 7 mm, 9. 5 
15 R<DtiF$r/BV*JT««'e5 0 0 k g <DK#T'tt&LT±fEffiE!ctf>&£iJ£gU£ 

20 tt*ifc$2ifc'< K/HfeKlffc^ Kti::0gIl«9OOml*fflV>t5Orp 
mir-CiSaft* (3EiS:HPLC, t&aj&S : 2 2 0 n m) ar^Sfetfco 

25 . ftftffl 2 

$tti*& (2) 

UttPJ 3-6 &t?#%0« 2-9 fS&tD&aiJlro^-C, g+ZttIE B *l&Ji;£, 
*ai«ife»2ife<'<K/i'ifeU:«V\ l«W;:0iIiiR9OOm l £ffl^T5 0 
r pmir-Citm^ (JEfcfe : L" VP2ift£jffl5£, &ffi?£ft : 2 0 5 n m) 
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Lfc c *ix5>WjgmKSI(OS*;ilg2l2I(Oii9-v?S>0, ^ttGU 3 ~ 6 
2 con 3'J ii, # % W 3 - 9 co ; ;i jt L -r Sf @ft it m ttJfi * * L fc. 

f*lfc0ij 3 
5 E^gfbK* 

'ro#«asjo»i i g fctftfjia^u ^am&tot: 6 o : c, &nm.m 8 o%&# 

TK2ffllBifcBL;fc&,' *««r«SLfc s 

10 

»»T*7 7fc7 s >:/> (i,^ : pcs (Sftffitf). Jflfl:»*i*«w$:£lt*) 

*/MD-^ (j^p D p* : NS-300 (&M4K), lilfBlfR^ttS) 
DA,} a-xjj/Ui/fJ* (ffi&Z : ECG-505 (Sftfflgl), 3L»HSI*1*S;£ 

tt«) 

15 ^n^^/Mn-xthU!)^ (j^p°n^ : Ac-Di-Sol , JfiflSj£llH*5£#ttR) 

mwmfcirj®. (m&& •. r kv y ^- (s»ss«) 101 , 7a^>Mtis 
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